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TI Preparation of 3 -aryl -5 - [ (4 -aryloxy- and -thiopiperidino) alkyl] oxazolidin- 

2 -ones as nervous system agents 
IN . Pruecher, Helmut; Gottschlich, Rudolf; Bartoszyk, Gerd; Seyfried, 

Christoph 
PA Merck Patent G.m.b.H., Germany 
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19950301 


ZA 


1994- 


•5340 


1994 072 0 


A 
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> d 16 

L6 HAS NO ANSWERS 
L6 STR 

24 
O 



23 18 2 9 15 

1 C ," N ^ C 3 . 7 C ^ C H C 10 @13 c ^V N 16 



V C' ^C^H^Ak^Gl @14 @17 

5 12 21 22 



VAR Gl=13/14/17 
NODE ATTRIBUTES: 
DEFAULT MLEVEL IS ATOM 
DEFAULT ECLEVEL IS LIMITED 

GRAPH ATTRIBUTES: 
RSPEC 14 11 1 
NUMBER OF NODES IS 22 

STEREO ATTRIBUTES: NONE 



=> s 16 ful 

FULL SEARCH INITIATED 10:55:30 FILE 1 REGISTRY 1 
FULL SCREEN SEARCH COMPLETED - 168418 TO ITERATE 

100.0% PROCESSED 168418 ITERATIONS 47 ANSWERS 

SEARCH TIME: 00.00.01 

L8 47 SEA SSS FUL L6 

=> d scan 

L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 2-Piperidinecarboxamide, 1- [ [1- ( 5-methoxy-2-pyridinyl ) -5-phenyl-lH-pyrazol- 

3-yl] carbonyl]- (9CI) 
MF C22 H23 N5 03 



O 




Ph 



**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



HOW MANY MORE ANSWERS DO YOU WISH TO SCAN? (1) :46 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Pyrazinecarboxamide, 5- [3- [ (4, 4-dif luoro-l-piperidinyl ) carbonyl] -1- (3- 

pyridinyl) -lH-pyrazol-5-yl] - (9CI) 
MF C19 H17 F2 N7 02 



F 




**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Carbamic acid, [5- [3- [ ( 4-f luoro-l-piperidinyl ) carbonyl] -1- ( 6-methoxy-3- 

pyridinyl) -lH-pyrazol-5-yl] pyrazinyl] -, 1, 1-dimethylethyl ester (9CI) 
MF C24 H28 F N7 04 




t-BuO-C-NH 

II 

O 



**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Acetamide, N- [1- ( 3 f 4-dimethylphenyl ) -4- [ [2- ( 3-pyridinyl ) -1- 

piperidinyl] carbonyl] -lH-pyrazol-5-yl] - 
MF C24 H27 N5 02 



Me 



Me, 




r 



NHAc 



C=0 




**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Piperidine, 1- [ [5- [4- [ [ (aminocarbonyl) amino] methyl] phenyl] -1- ( 6-methoxy-3- 

pyridinyl) -lH-pyrazol-3-yl] carbonyl] - (9CI) 
MF C23 H26 N6 03 



H2N- C- NH- CH2 

II 

O 



**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Glycine, N- [1- [ [2- [4- (aminoiminomethyl ) phenyl] -5- [4- (1, 1- 

dimethylethyl) phenyl] -2 , 3-dihydro-l-methyl-3-oxo-lH-pyrazol-4-yl] carbonyl] - 
4-piperidinyl ] -N- ( 3-pyridinylcarbonyl ) - , ethyl ester (9CI) 

MF C37 H43 N7 05 

CI COM 





**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 3-Pyridinecarboxamide, 6- [3- ( 1-piperidinylcarbonyl ) -1- ( 3-pyridinyl ) -1H- 

pyrazol-5-yl]- (9CI) 
MF C20 H20 N6 02 




C-NH2 



O 



**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 2-Piperidinecarboxamide, 1- [ [ 1 1 - ( 6-methoxy- 3-pyridinyl ) -1-methyl [4,5* -bi- 

lH-pyrazol]-3*-yl]carbonyl]- (9CI) 
MF C20 H23 N7 03 




**PROPERTY DATA AVAILABLE IN THE 1 PROP f FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Glycine, N- [1- [ [2- [4- (aminoiminomethyl) phenyl] -5- [4- (1, 1- 

dimethylethyl) phenyl] -2, 3-dihydro-l-methyl-3-oxo-lH-pyrazol-4-yl] carbonyl] 
4-piperidinyl ] -N- ( 3-pyridinylcarbonyl ) - , monohydrochloride (9CI) 
MF C35 H39 N7 05 . CI H 



II ^ 




• HCl 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 2-Piperidinecarboxamide, 1- [ [ 1- ( 6-methoxy-3-pyridinyl ) -5-phenyl-lH-pyrazol 

3-yl] carbonyl]- (9CI) 
MF C22 H23 N5 03 




Ph 



**PROPERTY DATA AVAILABLE IN THE ' PROP ' FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Benzamide, 4-f luoro-N- [ 6- [methyl [ 1- [2- [ 1- ( 1 -methyl ethyl ) -lH-pyrazol-4- 

yl] ethyl] -4-piperidinyl] amino] -2-pyridinyl] -, monohydrochloride (9CI) 
MF C26 H33 F N6 O . CI H 

PAGE 1-A 

i-Pr 




PAGE 2 -A 



HC1 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Acetamide, 2- [ [6- [3- [ (4, 4-dif luoro-l-piperidinyl ) carbonyl] -1- ( 3-pyridinyl ) 



lH-pyrazol-5-yl] -3-pyridinyl] oxy] - (9CI) 
MF C21 H20 F2 N6 03 



F 




O 



**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Benzamide, N- [2- [ [ ( 5-chloro-2-pyridinyl ) amino] carbonyl] phenyl] -4- ( 1, 1- 
dimethylethyl)-2-[ [l-[ (l-methyl-lH-pyrazol-5-yl) carbonyl] -4- 
piperidinyl ] oxy] - ( 9CI ) 

MF C33 H35 CI N6 04 




** PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 4-Piperidinecarboxamide, N- [ (IS) -2-amino-l- [ ( 4-hydroxyphenyl ) methyl] -2- 

oxoethyl ] -1- [ [ l-butyl-3- ( 3-pyridinyl ) -lH-pyrazol-5-yl] methyl ] - ( 9CI ) 
MF C28 H36 N6 03 



Absolute stereochemistry. 



H 2 N. 



I 



o 




o 





OH 



**PROPERTY DATA AVAILABLE IN THE f PROP ' FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 4-Pyridinecarboxamide, 2- [1- ( 6-methoxy-3-pyridinyl ) -3- (1- 

piperidinylcarbonyl) -lH-pyrazol-5-yl] - (9CI) 
MF C21 H22 N6 03 



**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Benzamide, 2-chloro-4-f luoro-N- [ 6- [methyl [1- [2- [1- ( 1-methylethyl) -1H- 

pyrazol-4-yl] ethyl] -4-piperidinyl] amino] -2-pyridinyl] - (9CI) 
MF C26 H32 CI F N6 O 
CI COM 




O 



PAGE 1-A 



i-Pr 




PAGE 2 -A 



**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Carbamic acid, [5- [3- [ (4 , 4-dif luoro-l-piperidinyl ) carbonyl] -1- ( 6-methoxy-3- 

pyridinyl)-lH-pyrazol-5-yl]pyrazinyl]-, 1, 1-dimethylethyl ester (9CI) 
MF C24 H27 F2 N7 04 



F 




t-BuO- C- NH 



**PROPERTY DATA AVAILABLE IN THE 'PROP* FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 2-Furancarboxamide, N- [1- (2-chlorophenyl ) -4- [ [2- (3-pyridinyl) -1- 

piperidinyl] carbonyl] -lH-pyrazol-5-yl] - 
MF C25 H22 CI N5 03 




**PROPERTY DATA AVAILABLE IN THE 'PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN. 

IN Piperidine, 1- [ [5- [4- [2- [ ( ami no car bony 1 ) amino] ethoxy] phenyl] -1- ( 6-methoxy- 

3-pyridinyl) -lH-pyrazol-3-yl] carbonyl] - (9CI) 
MF C24 H28 N6 04 




**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Glycine, N- [ 1- [ [2- [4- ( ami no imi nome t hy 1 ) phenyl] -5- [4- (1, 1- 

dimethylethyl) phenyl] -2, 3-dihydro-l-methyl-3-oxo-lH-pyrazol-4-yl] carbonyl] - 

4-piperidinyl] -N- ( 3-pyridinyl carbonyl ) - ( 9CI ) 
MF C35 H39 N7 05 
CI COM 



NH 



II Me 




N- CH2-CO2H 



C=0 




**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 3-Pyridinecarboxamide, 6- [3- [ (4-methoxy-l-piperidinyl) carbonyl] -1- ( 3- 

pyridinyl) -lH-pyrazol-5-yl] - (9CI) 
MF C21 H22 N6 03 




**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Carbamic acid, [5- [3- [ (4 , 4-dif luoro-l-piperidinyl ) carbonyl] -1- ( 6-methoxy-3- 

pyridazinyl) -lH-pyrazol-5-yl] -2-pyridinyl] 1, 1 -dimethyl ethyl ester (9CI) 
MF C24 H27 F2 N7 04 



MeO 




NH- C-OBu-t 

II 
0 



**PROPERTY DATA AVAILABLE IN THE 'PROP* FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 2-Furancarboxamide, N- [1- (3, 4-dimethylphenyl) -4- [ [2- ( 3-pyridinyl ) -1- 

piperidinyl] carbonyl] -lH-pyrazol-5-yl] - 
MF C27 H27 N5 03 



Me 




**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Carbamic acid, [ [ 4- [ 1- ( 6-methoxy-3-pyridinyl ) -3- ( 1-piperidinylcarbonyl ) 

pyrazol-5-yl] phenyl] methyl] -, 1, 1-dimethylethyl ester (9CI) 
MF C27 H33 N5 04 




t-BuO-C- NH- CH2 



O 



*+PROPERTY DATA AVAILABLE IN THE f PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Benzamide, 2, 4 , 6-trif luoro-N- [ 6- [ [1- [2- [ 1- ( 1 -methyl ethyl ) -lH-pyrazol-4- 

yl] ethyl] -4-piperidinyl] oxy] -2-pyridinyl] monohydrochloride (9CI) 
MF C25 H28 F3 N5 02 . CI H 

PAGE 1-A 

i-Pr 




PAGE 2-A 

II I 
O 1 



• HC1 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 2-Piperidinecarboxamide, 1- [ [5- ( 5-chloro-2-pyridinyl ) -1- (3-pyridinyl) -1H- 

pyrazol-3-yl] carbonyl] - (9CI) 
MF C20 H19 CI N6 02 



0 
II 




CI 



**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 2-Piperidinecarboxamide, 1- [ [1- ( 6-methoxy- 3-pyridinyl ) -5- ( 4-thiazolyl ) -1H- 

pyrazol-3-yl] carbonyl] - (9CI) 
MF C19 H20 N6 03 S 



O 




**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN . Glycine, N- [ 1- [ [2- ( 4-cyanophenyl) -5- [4- ( 1, 1 -dimethyl ethyl ) phenyl] -2, 3- 
dihydro-l-methyl-3-oxo-lH-pyrazol-4-yl] carbonyl] -4-piperidinyl] -N- (3- 
pyridinylcarbonyl) -, ethyl ester (9CI) 

MF C37 H40 N6 05 



Me 




** PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 2-Piperidinecarboxamide, 1- [ [1- ( 6-methoxy-3-pyridinyl ) -5-phenyl-lH-pyrazol- 

3-yl]carbonyl]-N,N-dimethyl- (9CI) 
MF C24 H27 N5 03 



O 




Ph 



**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 

L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Benzamide, 4- f luoro-N- [ 6- [methyl [ 1- [2- [ 1- ( 1 -methyl ethyl ) -lH-pyrazol-4- 

yl] ethyl] -4-piperidinyl] amino] -2-pyridinyl] - (9CI) 
MF C26 H33 F N6 O 
CI COM 



PAGE 1-A 



i-Pr 




PAGE 2 -A 

II 
O 



**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 3-Pyridinecarboxamide, 6- [3- [ ( 4 , 4-dif luoro-l-piperidinyl ) carbonyl] -1- (6- 

methyl-3-pyridinyl) -lH-pyrazol-5-yl] - (9CI) 
MF C21 H20 F2 N6 02 



F 




**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 
IN 



47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 
Acetamide, N- [1- (2-chlorophenyl ) -4- [ [2- ( 3-pyridinyl ) -1- 
piperidinyl] carbonyl] -lH-pyrazol-5-yl] - 
C22 H22 CI N5 02 



MF 



CI 




r 



NHAc 



C=0 




**PROPERTY DATA AVAILABLE IN THE 'PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Benzamide, N- [1- [ (2-ethyl-l-piperidinyl ) carbonyl] -2- [ l-phenyl-3- ( 3- 

pyridinyl) -lH-pyrazol-4-yl] ethenyl] - (9CI) 
MF C31 H31 N5 02 



**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 2-Piperidinecarboxamide, 1- [ [1- ( 6-methoxy- 3-pyridinyl ) -5- (2-pyridinyl ) 

pyrazol-3-yl] carbonyl] - (9CI) 
MF C21 H22 N6 03 



Ph 




MeO. 




H2N-C 



**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 3-Pyridinecarboxamide, 6- [3- [ (4-f luoro-l-piperidinyl ) carbonyl] -1- (3- 

pyridinyl) -lH-pyrazol-5-yl] - (9CI) 
MF C20 H19 F N6 02 



**PROPERTY DATA AVAILABLE IN THE 'PROP' FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Carbamic acid, [5-[3-[ ( 4-methoxy-l-piperidinyl ) carbonyl] -1- ( 6-methoxy-3- 

pyridinyl ) -lH-pyrazol-5-yl ] pyrazinyl ] -, 1 , 1-dimethylethyl ester ( 9CI ) 
MF C25 H31 N7 05 




C- NH2 
O 



MeO. 




OMe 



t-BuO-C- NH 



O 



**PROPERTY DATA AVAILABLE IN THE 1 PROP * FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Propanamide, N- [1- (2-chlorophenyl) -4- [ [2- ( 3-pyridinyl ) -1- 

piperidinyl] carbonyl] -lH-pyrazol-5-yl] - 
MF C23 H24 CI N5 02 



**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Carbamic acid, [2- [ 4- [ 1- ( 6-methoxy- 3-pyridinyl ) -3- ( 1-piperidinyl carbonyl ) - 

lH-pyrazol-5-yl]phenoxy] ethyl]-, 1, 1- dimethyl ethyl ester (9CI) 
MF C28 H35 N5 05 




O 

II 




N. 




t-BuO-C- NH- CH2- CH2~ O 
O 



**PROPERTY DATA AVAILABLE IN THE 1 PROP * FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Benzamide, 2, 4, 6-trif luoro-N- [6- [ [1- [2- [ 1- ( 1-methylethyl ) -lH-pyrazol-4- 

yl] ethyl] -4-piperidinyl] oxy] -2-pyridinyl] - (9CI ) 
MF C25 H28 F3 N5 02 
CI COM 



PAGE 1-A 

i-Pr 




PAGE 2 -A 



**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 3-Pyridinecarboxamide, 6- [3- [ { 4 , 4~dif luoro-l-piperidinyl ) carbonyl] -1- (3- 

pyridinyl) -lH-pyrazol-5-yl] - (9CI) 
MF C20 H18 F2 N6 02 



F 




c- 



o 



**PROPERTY DATA AVAILABLE IN THE 'PROP* FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Carbamic acid, [ 1- [ 1- [ [ 1- ( 6-methoxy-3-pyridinyl ) -5- ( 2-pyridinyl ) -1H- 
pyrazol-3-yl] carbonyl] -2-piperidinyl] cyclopropyl] 1, 1-dimethylethyl 
ester (9CI) 

MF C28 H34 N6 04 



O 




**PR0PERTY DATA AVAILABLE IN THE 'PROP* FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Glycine , N- [ 1- [ [ 2- [ 4 - ( aminoiminomethyl ) phenyl ] -5- [ 4- ( 1 , 1- 

dimethylethyl) phenyl] -2, 3-dihydro-l-methyl-3-oxo-lH-pyrazol-4-yl] carbonyl] - 
4-piperidinyl]-N-(3-pyridinylcarbonyl)-, ethyl ester, monohydrochloride 
(9CI) 

MF C37 H43 N7 OS . CI H 



NH 




• HC1 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 2-Piperidinecarboxamide, 1- [ [1- ( 6-methoxy-3-pyridinyl ) -5-phenyl-lH-pyrazol- 

3-yl] carbonyl] -N-methyl- (9CI) 
MF C23 H25 N5 03 



O 
II 




Ph 



**PROPERTY DATA AVAILABLE IN THE * PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Benzamide, 2-chloro-4-f luoro-N- [ 6- [methyl [1- [2- [1- ( 1-methylethyl ) -1H- 

pyrazol-4-yl] ethyl] -4-piperidinyl] amino] -2-pyridinyl] -, monohydrochloride 
(9CI) 

MF C26 H32 CI F N6 O . CI H 



PAGE 1-A 




PAGE 2 -A 

II I 



• HCl 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 2-Piperidinecarboxamide, 1- [ [ 5- ( 5-methyl-2-pyridinyl ) -1- ( 3-pyridinyl ) 

pyrazol-3-yl] carbonyl] - (9CI) 
MF C21 H22 N6 02 



O 
II 




**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN Propanamide, N- [1- (3, 4-dimethylphenyl ) -4- [ [2- ( 3-pyridinyl ) -1- 

piperidinyl] carbonyl] -lH-pyrazol-5-yl] - 
MF C25 H29 N5 02 



Me 




**PROPERTY DATA AVAILABLE IN THE 1 PROP • FORMAT** 



L8 47 ANSWERS REGISTRY COPYRIGHT 2007 ACS on STN 

IN 4-Piperidinecarboxamide, N- [ (IS) -2-amino-l- [ (4-hydroxyphenyl) methyl] -2- 

oxoethyl] -1- [ [1- [4- (1, 1 -dimethyl ethyl ) phenyl] -3- ( 3-pyridinyl ) -lH-pyrazol-5- 
yl] methyl]- (9CI) 

MF C34 H40 N6 03 

Absolute stereochemistry. 




OH 



**PROPERTY DATA AVAILABLE IN THE 1 PROP 1 FORMAT** 
ALL ANSWERS HAVE BEEN SCANNED 



=> s L8 and ( C26 H32 CI F N6 0 . CI H/mf or C25 H28 F3 N5 02/mf or C26 H33 F N6 

O/mf or C25 H28 F3 N5 02 . CI H/mf or C26 H32 CI F N6 0/mf ) 

1 C26 H32 CL F N6 0 . CL H/MF 
52 C25 H28 F3 N5 02/MF 

20 C26 H33 F N6 O/MF 

6 C25 H28 F3 N5 02 . CL H/MF 

2 C26 H32 CL F N6 O/MF 

L9 5 L8 AND ( C26 H32 CL F N6 0 . CL H/MF OR C25 H28 F3 N5 02/MF 

OR C26 H33 F N6 O/MF OR C25 H28 F3 N5 02 . CL H/MF OR C26 

H32 CL F N6 O/MF ) 

=> fil caplus 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 206.30 206.51 

FILE 'CAPLUS* ENTERED AT 11:01:00 ON 08 MAY 2007 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 
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AB Title compds. I [X = -C(R3c)=, -N=; Rl = (un) substituted-alkyl, 

-cycloalkyl, -Ph, etc.; R2 = H, n-alkyl, cycloalkylalkyl with provisions; 
R3a, R3b, and, when X = -C(R3c)=, R3c independently = H, F, CH3 with 
provisions; R4 = H, alkyl; R5 = H, alkyl, cycloalkylcarbonyl with 
provisions] and their pharmaceutically acceptable salts, are prepared and 
disclosed as useful agonists for 5-HT1F receptor. Thus, e.g., II was 
prepared by reductive alkylation of 2-chloro-4-f luoro-N- ( 3- 

aminophenyl)benzamide (preparation given) with l-methylpiperidin-4-one . The 
binding ability of I towards the 5-HT1F receptor was evaluated using 
radioligand binding assay and it revealed that selected compds. of the 
invention had a high affinity for the receptor, with exemplary Ki values 



in the range of 600 nm or less. I as 5-HT1F receptor agonists should 
prove useful in the treatment of migraine. 
IT 850082-67-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of aniline- and aminopyridine-derivs . as 5-HT1F receptor 
agonists ) 
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CN Benzamide, 2-chloro-4-f luoro-N- [ 6- [methyl [1- [2- [1- ( 1-methylethyl ) -1H- 

pyrazol-4-yl] ethyl] -4-piperidinyl] amino] -2-pyridinyl] -, monohydrochloride 
(9CI) (CA INDEX NAME) 
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AB Title compds. I [wherein Q = 0, S; X = CR4c, N; Rl = (un) substituted 
alkyl, cycloalkyl (alkyl) , Ph, heterocyclyl ; R2 = H, ( fluoro) alkyl, 
cycloalkylalkyl, (un) substituted pyrazolyl (alkyl ) ; R3 = H, alkyl; R4a, 
R4b, R4c = independently H, halo, (fluoro) alkyl; R5, R6 = independently H, 
(fluoro) alkyl; with the proviso that, R6 = alkyl only when R5 H; 
and pharmaceutically acceptable acid addition salts thereof] were prepared by 
standard and solid phase combinatorial methods as 5-HT1F agonists. For 
example, amidation of [3- [( l-methylpiperidin-4-yl) oxy] phenyl] amine (preparation 
given) with benzoyl chloride afforded II (91%) . In a radioligand binding 
assay using Ltk cells transfected with the human 5-HT1F receptor sequence, 
exemplified invention compds. exhibited high affinity for the receptor 
with Ki values of < 150 nM. Thus, I and their pharmaceutical 
compns. are useful for activating 5-HT1F receptors, inhibiting neuronal 
protein extravasation, and treating or preventing migraine in mammals, • 
especially humans (no data) . 
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, 2, 4, 6-Trif luoro-N- [6- [ [1- [2- ( l-isopropyl-lH-pyrazol-4-yl ) ethyl] piperidin- 
4-yl] oxy] pyridin-2-yl] benzamide hydrochloride 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study); PREP (Preparation); USES 
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(5-HT1F agonist; preparation of piperidinyl-substituted amides as 5-HT1F 
agonists for treatment of migraine) 
RN 790669-85-1 CAPLUS 

CN Benzamide, 2,4, 6-trif luoro-N- [ 6- [ [ 1- [2- [ 1- ( 1 -methyl ethyl ) -lH-pyrazol-4- 
yl] ethyl] -4-piperidinyl] oxy] -2-pyridinyl] - (9CI) (CA INDEX NAME) 
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